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2-54F29 =Y S04 IV (100mg, 0.3mol) &5mle] 7 HEZSto|=2F ke &afatar, -20C= Yzat
Z hske], skebE Vd (97mg,
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0.36mmol) & 7] k& &oo] Hrletar, AAdHoR Ao FEAIA, 12475 vEEAI7AL, 4% A4
F1deted, S0nl ofEchHel=E 2 g 9 %8 @52 247 4742 AHsa
AUEFor Adxsta, o 9 P Art 4 AY A=vhE Y9 (PEEA=2:

% SRHETSC-4 (162mg, 48 95%) = AUTh.

I NMR(400 MHz, CDC13): & 7.71-7.68 (m, 1H), 7.47-7.42 (m, 5H), 7.35-7.24 (m, 10H), 6.28 (d, 1H),
4.92 (s, 1H), 3.64-3.60 (m, 1H), 3.51-3.48 (m, 1H), 2.89-2.87 (m, 2H), 2.75-2.73 (m, 2H), MS: m/z 570

[+1]"

Az 5
(e} OMe O+ _OMe
~H ,CH,CCl3 wH CH,CCI
(S'N A O N 2o
Cl S CH2CC|3 C| 8 \CH2CC|3
v Ve TSC=56

-2 TRy A IV (300mg, 0.9mmol) S15mle] F HIEZSlo|=2 e &8dtar, -20C= ¥zt
gl g F tlolaZzdolu|= (2.0M, 0.75ml, 1.5mmol) = F7}aebar, 2083+ wwkele]  343HE Ve (493mg,

1.3mmol) & 7] RS &qd Hrtela, AAAoR A2oR HFFAIA, 12A17HESE WHEA7]aL, 4% owog
wste], 200ml cgelAHOIEES HUbeta, ST AUER B X3t A5 47
AEFoR Axsta, o3t B wFHh. At A Ad A=vkEoe ] (PEEA=S:
S}3ETSC-5 (400mg, & 65%) = VUL

oA 2
N
o_|>: o
NO
9
X_v]
[«0
ol
&
—1{]
B
05.‘1

) & ARgstel AR

I NMR(400 MHz, CDCI13): & 7.68-7.67 (m, 1H), 7.41-7.39 (m, 1H), 7.34-7.28 (m, 2H), 6.28 (d, 1H), 4.92
(s, 1H), 4.26-4.17 (m, 4H), 3.73 (s, 3H), 3.64-3.61 (m, 1H), 3.53-3.49 (m, 1H), 2.92-2.88 (m, 2H),

2.76-2.75 (m, 2H). MS: m/z 678 [M+1],

Os__OMe O OMe
H
O /= (1) TMSBr, CH,ClI
ol S O\/ (2) MeOH
TSC-2 TSC-6

TSC-2 (500 mg, 1.04 mmol) & 10ml9 AZ(dry) YF=Z=Zd g &35}, TMSBr (1.7ml, 13mmol) = 7}s}
o] Ao A 12A17F HESAIA, WSS A 7)aL, ZFdstellA &ulE AASIY, 10mle] deeS Hrbskar, 1
ARFESE RS, WE §Ne g FED, deitd AY AZrHEIY (- PR EEA B51511)
o) AAste], s3tE TSC-6 (390mg, & 90%) = LA},
"H NMR(400 MHz, DMSO): & 7.60 (d, 1H), 7.53 (d, 1H), 7.41-7.40 (m, 2H), 6.24 (s, 1H), 4.91 (s, 1H),

3.67 (s, 3H), 3.56 (s, 2H), 2.85 (brs, 2H), 2.66 (brs, 2H), MS: m/z 418 [+

Az 7
Ohﬂe

\%3 TSC—7
-2 AFdwy =09 FA IV (500mg, 1.5mmol) S5mle] F4= HEZSlo| =2 Fdo] &33taL, -20C=E JZs}

2
, dF YolaZgEgolu= (2.0M, 1.25 ml, 2.5mmol) & FH7}slar, 2083+ nwksle] | 3kgtE Vi (466 mg,
8 mmol) E A7) wkE &lo| Hrlsta, AAF o ALoz FHAA, 1245 WA 7)1, 4% Frrow
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Hyste], 100ml olgobAlEHlo|ES HUbelal, MbFAVER B X3t A2 A7 §U13S AFsa, 7
AHEFeR Axsta, o B gHA. et A AW ARCERNPREA = 2:1) & AH8ste] G
&, 3}gHETSC-7 (269mg, yield 32%) & AUt}

S ot

b NMR(400 MHz, CDC13): & 7.69-7.65 (m, 1H), 7.42-7.40 (m, 1H), 7.31-7.24 (m, 2H), 6.17 (s, 1H), 5.46
(s, 1), 5.43 (s, 1H), 4.91 (s, 1H), 3.73 (s, 3H), 3.64-3.60 (m, 1H), 3.50-3.47 (m, 1H), 2.91-2.88 (m,

OH), 2.75-2.72 (m, 2H), 1.50 (s, 18H). NS: m/z 560 [M+1]".

O. ()hAe @) (Jhﬂe
S N \\ O N \ OH

TSC-6 (500mg, 0.89mmol) = 10mle] TlFE2u|ele)] fafla, ETZFQ 2ol EAL )

oAl 1AIZF wwksta, ZFdstellA wFsta, A7 Ay ZRvEI Y (n-F e 254 E=5:5:1) 23
AA skl 335 TSC-8 (140mg, 58 35%) & AAUT}.

"H NMR(400 MHz, DMSO): & 7.62-7.60 (m, 1H). 7.54-7.41 (m, 3H), 6.18 (s, 1H), 5.84 (s, 1H), 5.37-5.32

(d, 2H), 4.26-3.98 (m, 2H), 3.79 (s, 3H), 3.74-3.66 (m, 2H), 3.15-3.00 (m, 2H), MS: m/z 448 [M+1]ﬂ

A e 9
O«__OMe O.__OMe
H H
8 0 S 0
1) LDA, THF
cl S o @HO Cl S o
v VI TSC-9

9-2 20 1V (500mg, 1.5mm0l) S5m1e] S lEglstol = 2fele] £al5m, -20C2 Wzhat

{

fr

<)

1

M
m%

m&z O{N

Zolu|= (LDA, 2.0M, 1.25 ml, 2.5mmol) & FH7FstiL, 203+ wwkste], sFEVIE 7]

A gl @7}6} L ARHoR Aeow AFAA, 12AFHE WAL, 4% GO FYste], 100m]
olgobdElol ES A ks, HAFAGES 2 X8 G52 47 47142 Afstn, T4 hE§eR A

ZofaL, Oqﬁ 2 s, At A AY ARvtEIHI(PEEA = 2:1) S AREste] AAR §, speETSC-

i NMR(400 MHz, CDC13): & 7.59 (s, 1H), 7.39-7.37 (m, 1H), 7.27-7.26 (d, 2H), 6.50 (brs, 1H), 6.34
(s, 1H), 4.97 (s, 1H), 3.68-3.58 (m, 5H), 2.90-2.73 (m, 4H); MS: m/z 418 [+

Agel 12 w3l shgRel oFHe A

&) ] ADP (0.9umol/1 mIRte] FEE 7}21) S Hay e HrEdnl. o) 2M, A&E
& Se(FolgF) el ADP (¢F 1.0umol/l
G-, AL F5o] %Ef& R E Akl A2 H]7}ﬂzﬂ, wZzabo] vpETh, 7 A &
ofﬂ 31ﬂ1 {%1J§§(aggregatlon rate S ZF&(coagulation function)ol w3t tiAH(IAE) AF
S = 1?’4011*1L, x4 A (precil company)2] NJ43 Au-HAad $3 £497](Semi-
Platelet Aggregatlon Analyzer)E AH&ste], dadt ol ek tid AE(ek&Ee] &9 L5 (Tasly Holding
Group. Co. Ltd)ell &J3ll AlgE)e A3l &35 AT

A5

o

?
%
ool
2
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TE A SzE HE, AF230-250g, Wl wieol"t
o

g YRy ED oyl HA=ZXAHBeijing Vital
River Laboratory Animal Technology Co. Ltd.)ZXE 44

, % 0% HI:SCXK (Jing) 2007-0001.

AleF: ADP, AlZvmpAl2HE 4 F 23 =19 (clopidogrel ) #3[Chinese Journal of Medicinal Chemistry
2007, 17 (3) 163-165]° 71A¥ WHS Fasto] AZF; T (prasugrel)S & [Chinese Journal of
Pharmaceuticals 2012, 43 (8) 647-649]9] 71A¥ WS FHaste] #A|Zx; w71 (vicagrel)2 ¥3[Journal
of Medicinal Chemistry, 2012, 55(7), 3342-3352]¢] 7]Al@ HPHS Faidto] A%,

thAF A 77FA] thAF AlE(subject product) EFE BlET EY OFC2HE AFTHUS.
Eojgk: g AlES OIC ol 0.25%3%0] Hr2 AEFslal, 3mg/ke(AE)e Folzk, omlo] Eo £Ho7 =
39S
oA
TEF B AY HEE, AT 7xde], 94 Uz, FEYEIU9T, Zepeady, uytads, 1SC-
15, TSC-23, TSC-3+, TSC-4+-, TSC-5, TSC-6+-, TSC-7+%, TSC-8+* % TSC-9wo @ adslA vral, 7zt
T HEFE T 194 JEeERNATH
OFE S YEo] FoJd F 2Ake] Aupg AJHel, wFuiEne(dAEntZheh 2 vpHsla, gEHo sy &
Y71, FAAMGEF 1192 F-SuA . AR o& Hao] FR3I 4y divo] Wloks IS
AR, o] Fo &AH|= agho] Wkt A A o] FH FA=3:10]3t}h
A3
¥ 1
ADP o <& /EE 2@ 39 Ho S0l U 2 2B
E3rEe 53
R e e
z FHE n 549 o
merke S8
=3 HEZ -- 5 61.22%4.73
=g el L B 3 5 46.77+8.28*
ZaleIR2 3 3 20.72£18.84~
H|ZI 3R Z 3 2 32.36+5.14+
TSC-1 2 3 2 45,843 55+
TSC-2 & 3 3 41,747 43+
TSC-3 3 3 3 38,7427+
TSC-4F 3 3 46 .5+8 16+
TSC-5 % 3 3 39.1+566*
TSC-6 2 3 3 29.6+5.33*
T3C-7 % 3 3 39.2+6.16+
TSC-8 F 3 3 32.7£9.21*
TSC-9 3 3 25.7+3 .25+
«FAZ Ao B, P<0.001
A A s

(MU=
Ll
N
N
H

dave 434 S vAYSES] T AT, Weey dds d4shs % Aot daw
S U s e d A AEA, Add R HEd (s o], AR, HEF, XA
AT ) AACER) e oA FaT dTde v daw FHE AdFern, o] fgashe P,
AEd 3 HEy deo] daE gt ued, dav S0 Ade Addd 3 Hdd 48] A5 ®
oot 2R dads TG
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